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ABSTRACT 

The present invention provides [ 1 , 2 , 4 ] triazolo [ 1 , 5- 
c] pyrimidine derivatives or pharmaceutically acceptable 
salts thereof which have . adenosine A 2A receptor antagonism 
and are useful for treating and/or preventing a disease 
induced by hyperactivity of an adenosine A 2 a receptor, the 
derivatives being represented by formula (I) : 



NHQ 




(wherein R 1 represents substituted or unsubstituted aryl or 
a substituted or unsubstituted aromatic heterocyclic group; 
R 2 represents a hydrogen atom, halogen, lower alkyl, lower 
alkanoyl, aroyl, substituted or unsubstituted aryl, or a 
substituted or unsubstituted aromatic heterocyclic group; R 3 
represents lower alkyl, lower cycloalkyl, substituted or 
unsubstituted lower alkanoyl, substituted or unsubstituted 
aryl, or a substituted or unsubstituted aromatic 
heterocyclic group; and Q represents a hydrogen atom or 3,4- 
dimethoxybenzyl) . 



RtC'd PCT/PTO 1 8 MAR 2005 



(19) t»^*Q WBr*««i 



(43) SE&^iHB 
2004 ^4^8 0 (08.04.2004) 




WO 2004/029056 



(51) Sfg*#Hr#® 7 : C07D 487/04, A61K 31/519, 

31/5377, 31/55, 31/553, A61P 9/00, 9/10, 21/00, 25/00, 
25/14, 25/16, 25/20, 25/24, 25/28, 43/00 



(2D mmamm^r: 

(22) IKttilB: 

(25) BISaiEiCDmig: 

(26) BHR&Hia*B: 

(30) g&ft^r— 2: 
4#jH2002-276896 
*$JSI2003-139994 



PCT/JP2003/012158 
2003 ^9 £24 0 (24.09.2003) 



2002 ^9 £ 24 H (24.09.2002) JP 

2003 ^5 £ 19 H (19.05.2003) JP 



(71) mmx(*mz&<±x<Di%&wiz'Di*T): tan 

SHfXmt*S^a (KYOWA HAKKO KOGYO CO., 
LTD.) [JP/JP]; t 100-8185 Sffiffc =F ftHK — 
Tl6f 1§ Tokyo (JP). 

(72) 4MMfc&«ttf 

(75) 5§BJ!%/ffiBIA (SfcgfCOlNT (&<*): SSffl 

OIDA,Kyoichiro) [JP/JP]; T41 1-8731 & 

AfflrT±?? 118 8 ta«s^x^i*s#a 

^$F3SF5rl*i Shizuoka (JP). feffl fg^ (SUGITA,Taka- 
masa) [JP/JP]; t41 1-8731 ftHlft KKfP S*BTT± 
n 1 1 8 8 laftffiigXSUfcit^tt ESI^^fifF3£Bf P»i 
Shizuoka (JP). S§ (SHIOZAKI^hizuo) [JP/JP]; 

T 411-8731 IWR ^SSS ^miTT±» 1 1 8 8 tt 
nBB*XS4*££tt gatffi^W^Brrt Shizuoka (JP). 



#E SLSl (KANDA,Tomoyuki) [JP/JP]; t 41 1-8731 St 

rams£ms&:gmBTT±*n i e s taaasxsM* 

i£^a SStt^fflftBr A Shizuoka (JP). 
(KUWANA,Yoshihisa) [JP/JP]; T 100-8185 ^SfB =f-ft 

bb**bt-tb e» i #tt»Bimc«t*a*a* 

ttrt Tokyo (JP). $C— (SHIMADA Junichi) [JP/JP]; 
T411-8731 MRBX8 gafflTT±^ 1 1 8 8 tt 
SOHBX JkttsCfttt ES^^W3S3f « Shizuoka (JP). 

(81) JiSS CUrt): AE, AG, AL, AM, AT, AU, AZ, BA, BB, 
BG, BR, BY, BZ, CA, CH, CN, CO, CR, CU, CZ, DE, DK, 
DM, DZ, EC, EE, EG, ES, FT, GB, GD, GE, GH, GM, HR, 
HU, ED, IL, IN, IS, JP, KE, KG, KR, KZ, LC, LK, LR, LS, 
LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NI, 
NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG, 
SK, SL, SY, TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, 
VC, VN, YU, ZA, ZM, ZW. 

(84) *t£B (j£«): ARIPO (GH, GM, KE, LS, MW, MZ, 
SD, SL, SZ, TZ, UG, ZM, ZW), 3.— ^ vTf#lt (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), 3 — P 
(AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, 
GR, HU, IE, IT, LU, MC, NL, PT, RO, SE, SI, SK, TR), 
OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, 
ML, MR, NE, SN, TD, TG). 



(54) Title: [ 1, 2,4] -TRIAZOLO[l, 5 -cJPYRIMIDINE DERIVATIVE 

^3 (54)fg81 CD «ifr: [1 , 2. 4]hU7!/P[l, 5-c]e«J 



IT) 
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(i) 



utable to adenosine A2A receptor hyperenergia. 



(57) A bstract: A [l,2,4]-triazolo[l,5-c]pyrimidirie derivative represented by the 
generaffimnuJaflT): (I) (wherein R l represents (un)substituted aryl or an (un)substi- 
tuted aromatic heterocyclic group; R 2 represents hydrogen, halogeno, lower alkyl, 
lower alkanoyl, aroyl, (un)substituted aryl, or an (un)substituted aromatic hete- 
rocyclic group; R 3 represents lower alkyl, lower cycloalkyl, (un)substituted lower 
alkanoyl, (un)substituted aryl, an (un)substituted aromatic heterocyclic group, etc.; 
and Q represents hydrogen or 3,4-dimethoxybenzyl) or a pharmacologically ac- 
ceptable salt of the derivative. They have antiagonistic activity on an adenosine 
A2A receptor and are useful for treatments for and/or prevention of diseases attrib- 



